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The title of the invention has been amended (Guidelines for Examination in the EPO, A-III, 7.3). 
® Pharmaceutical compositions for topical use containing mlocamycln. 

(§) The topical administration of the macrolide antibiotic 
mlocamycln is proposed for the therapy of infections (caused 
by microbial flora sensitive to said antibiotic) of the skin and of 
the mucous membranes, this antibiotic being administered in 
suitable pharmaceutical forms such as ointment, globidi, 
ophthalmic ointment and mouthwash. 
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Description 



APPLICATION OF PHARMACEUTICAL FORMS FOR TOPICAL USE CONTAINING MIOCAMYCIN FOR THE 
THERAPY OF INFECTIONS CAUSED BY GERMS SENSITIVE TO SAID MIOCAMYCIN 



The invention relates to the application of pharma- 
ceutical forms based on miocarnycin which are 
suitable for topical administration and which are 
effective in the therapy of infections of the skin and 
of the mucous membranes (conjunctival, oropharyn- 
geal, and vulvo-vaginal-cervical) caused by germs 
sensitive to miocarnycin. 

The invention also relates to a method for the 
topical therapy of said infections. The antibiotic 
therapy of bacterial infections of the skin and of the 
mucous membranes, as well as those dermatologl- 
cal disorders in which a microbial etiological aspect 
is Involved (for example, acne), makes use, depend- 
ing upon the particular cases involved, not only of 
the systemic administration route but also - and on 
occasions exclusively - of the topical administration 
route. Various chemo-antibiotics such as tetracy- 
clines, aminoglycosides, chloramphenicol, etc are, In 
fact, widely used via the topical route. 

Miocarnycin, a macrolide antibiotic with a spec- 
trum of action such as to justify the use thereof in 
the infections set forth above (Yoshida et al., Jap. J. 
Antibiotics 135, 1462, 1982), although representing, 
as compared with other pharmaceutical products, an 
advantageous alternative both on account of the 
high degree of efficacy and on account of the 
excellent tolerabiiity, has, to date, never been used 
for topical administration in the case of the abo- 
vementioned disorders. 

The pharmaceutical forms of miocarnycin suitable 
for topical administration, which represent a novel 
means for the administration of said miocarnycin and 
which consist of: ointment, gel, globuii, ophthalmic 
ointment, mouthwash and other equivalent forms, 
form part of the present Invention. 

Non-limiting examples of the formulation of vari- 
ous pharmaceutical forms for topical administration 
are given herein below: 

Example 1 

An ointment having the following composition, 
related to 100 g: 
Miocarnycin from 1 to 5 g 
Ethylcellulose from 0.08 to 0.4 g 
Non-ionic surfactants from 3 to 7 g 
Aliphatic mixed esters from 50 to 80 g 
Glycerides of saturated fatty acids from 5 to 15 g 
Preservatives from 0.05 to 0.2 g 

Example 2 

The pharmaceutical form is a gel and consists in a 
suitable bottle containing the exciplent and provided 
with a reservoir cap containing the active principle to 
be combined with the excipient at the time of use. 
This is due to the poor stability of the active principle 
over a long period of time in the presence of water; 
the gel thickens on being administered to the 
tissues at body temperature. 



The composition is the following, related to 100 g: 
5 Content of the bottle: 

Hydroxypropyimethylcelluiose from 0.5 to 3 g 

Poloxamers and/or poloxamines from 5 to 50 g 

Preservatives from 0.05 to 0.2 g 

Buffering substances q.s. at pH 7 - 7.5 
10 Water q.s. to 100 g 

Content of the reservoir cap: 

Miocarnycin from 1 to 5 g 

Ethylcellulose from 0.08 to 0.4 g 

15 Example 3 

Globuii having the following unit composition: 
Miocarnycin from 0.25 to 0.8 g 
Ethylcellulose from 0.02 to 0.07 g 
20 Non-ionic surfactants from 0.05 to 0.15 g 
Polyethylene glycols from 3 to 6 g 
Propylene glycol from 0 to 2 g 

Example 4 

26 

Globuii having the following unit composition: 
Miocarnycin from 0.25 to 0.8 g 
Ethylcellulose from 0.02 to 0.07 g 
Semisynthetic glycerides of saturated fatty 
30 acids from 3 to 6 g 

Example 5 

Mouthwash consisting of granules in a singie- 
35 dose package, to be suspended in water at the time 
of use, and having the following unit composition: 
Miocarnycin from 0.3 to 0.9 g 
Ethylcellulose from 0.024 to 0.08 g 
Hydroxypropyimethylcelluiose from 0.15 to 0.3 g 
40 Mannitol from 1.5 to 4 g 

Flavorings from 0.05 to 0.15 g 
Dimethicone from 0.0005 to 0.001 g # 
Non-ionic surfactants from 0.0005 to 0.001 g 
Synthetic sweetener from 0.005 to 0.05 g 

45 

Example 6 

Ophthalmic ointment having the following compo- 
sition per 100 g: 

50 Miocarnycin from 1 to 10 g 

Ethylcellulose from 0.08 to 0.8 g 
Vegetable oils from 20 to 30 g 
Solid paraffin from 40 to 60 g 
Non-ionic surfactants from 0.5 to 5 g 

55 Polyoxyethylenated oleic glycerides from 5 to 10 
9 

Preservatives from 0.05 to 02 q 
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1. Pharmaceutical forms containing mioca- 
mycin for topical administration, to be used in 
infections of the skin and of the mucous 
membranes (ointment, gel, globuli, ophthalmic 
ointment, mouthwash and the like). 

2. Use of the pharmaceutical forms as 
claimed in claim 1, for the therapy of infections 
of the skin and of the mucous membranes 
(conjunctival, oropharyngeal, and vulvo-vaginai- 
cervlcal). 

3. Compositions of pharmaceutical forms for 
topical administration containing mikamycin. 

4. The composition as claimed in claim 3 In 
ointment, having a formulation as follows, 
related to 100 g: 

Miocamycin from 1 to 5 g 
Ethylceilulose from 0.08 to 0.4 g 
Non-Ionic surfactants from 3 to 7 g 
Aliphatic mixed esters from 50 to 80 g 
Glycerides of saturated fatty acids from 5 to 
15g 

Preservatives from 0.06 to 0.2 g 

5. The composition as claimed in claim 3, 
having a formulation as follows, related to 100 g, 
in the pharmaceutical form of a gel, consisting 
in a suitable bottle containing the excipient and 
provided with a reservoir cap containing the 
active principle to be combined with the 
excipient at the time of use, on account of the 
poor stability of the active principle over a long 
period of time in the presence of water: 
Content of the bottle: 

Hydroxypropylmethylcellulose from 0.5 to 3 
9 

Poloxamers and/or poloxamines from 5 to 
50 g 

Preservatives from 0.05 to 0.2 g 
Buffering substances q.s. at pH 7 - 7.5 
Water q.s. to 100 g 
Content of the reservoir cap: 
Miocamycin from 1 to 5 g 
Ethylceilulose from 0.08 to 0.4 g 

6. The composition as claimed in claim 3, in 
the form of globuli having the following unit 
formulation: 

Miocamycin from 0.25 to 0.8 g 
Ethylceilulose from 0.02 to 0.07 g 
Non-ionic surfactants from 0.05 to 0.15 g 
Polyethylene glycols from 3 to 6 g 
Propylene glycol from 0 to 2 g 

7. The composition as claimed in claim 3 t In 
the form of globuli having the following unit 
formulation: 

Miocamycin from 0.25 to 0.8 g 
Ethylceilulose from 0.02 to 0.07 g Semisyn- 
thetic ^ glycerides of saturated fatty 
acids from 3 to 6 g 

8. The composition as claimed in claim 3, in 
the form of mouthwash, granules in a single- 
dose packet, to be suspended in water at the 
time of use, having the following unit formula- 
tion: 

Miocamycin from 0.3 to 0.9 g 
Ethylceilulose from 0.024 to 0.08 g 
Hydroxypropylmethylcellulose from 0.15 to 



0.3 g 

Mannitol from 1.5 to 4 g 
Flavorings from 0.05 to 0.15 g 
Dimethlcone from 0.0005 to 0.001 g 
5 Non-ionic surfactants from 0.0005 to 0.001 g 

Synthetic sweetener from 0.005 to 0.05 g 

9. The composition as claimed in claim 3, in 
the form of ophthalmic ointment having the 
following formulation per 100 g: 

10 Miocamycin from 1 to 1 0 g 

Ethylceilulose from 0.08 to 0.8 g 
Vegetable oils from 20 to 30 
Solid paraffin from 40 to 60 g 
Non-ionic surfactants from 0.5 to 5 g 

15 Potyoxyethylenated oleic glycerides from 5 

to10g 

Preservatives from 0.05 to 0.2 g 

10. A method for the therapy of infections of 
the skin and of the mucous membranes, using 

20 the compositions as claimed in the preceding 

claims. 
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